The preparation of the acetoxymethyl and pivaloyloxymethyl esters of cephaloglycin is described. These esters are well absorbed from the gastrointestinal tract and after the absorption are cleaved enzymatically with the liberation of cephaloglycin.
As a result high blood-and tissue-levels of the latter are attained.
In spite of their inherent stability towards acids, semisynthetic cephalosporins are generally not absorbed from the gastro-intestinal tract1}, and it has long been an objective for research in this field to provide orally active derivatives. A step towards this goal has been achieved by the preparation of cephaloglycin (7-(D-<#-aminophenylacetamido)-cephalosporanic acid) (la) which has an excellent antimicrobial spectrum and is absorbed to some extent when given by the oral route2>3). However, its absorption is incomplete3>4) and because of the modest blood levels obtained it is mainly used in the treatment of urinary tract infections4). Gephalexin (lb), the deacetoxy analogue of cephaloglycin, was subsequently found to be absorbed much more efficiently, and blood-and tissue-levels obtained after oral administration of this compound are considerably higher than those obtained after administration of a corresponding dose of cephaloglycin4'5). However, the in vitro activity of cephalexin against most bacteria is considerably lower that of cephaloglycin.
Thus, its increase in potential effectiveness associated with improvement in absorption is opposed by its relatively lower activity. 
